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Wliat is claimed is: 



1 . A compound selected fix>m the group represented by Formula I: 




R3 

Formula I 



wherein: ' v 

T and T' are indqpendently a covalent bond or optionally substituted lower 
alkylene; ' 

Ri is chosen from hydrogen, optionally substituted alkyl, optionally substituted 
aryl, optionally substituted aralkyl, optionally substituted heteroaryl, and optionally 
substituted heteroaralkyl; 

R2 and R2' are mdependentiy chosen from hydrogen, optionally substituted 
alkyl, optionally substituted aiyl, optionally substituted aralkyl, optionally substituted 
heteroarjd, and optionally substituted heteroaralkyl; or R2 and Ra- taken together form 
an optionally substituted 3- to Trmembered ring which optionaUy incorporates from 
one to two additional heteroatoms, selected from N, O, and S in the ring; 

R3 is chosai from hydrogen, optionally substituted alkyl-, optionally 
substituted aryl-, optionally substituted aralkyl-, optionally substituted heteroaryl-, 
optionally substituted heteroaralkyl-, -C(0)-R6, and -S(0)2-R6a; 

R4 and Ri' are independently chosen from hydrogen, optionally substituted 
alkyl, optionally substituted aryl, optionally substituted aralkyl, optionaUy substituted 
heteroaryl, and optionally substituted heteroaralkyl, or R4 and R4. together with the 
carbon to which they are attached form an optionally substituted alkyUdene; 

R5 is chosen from hydrogen,.optionally substituted aUq^l, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl, and 
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Optionally substituted heteroaralkyl; 

or R5 taken together with Rji and the nitrogen to which they are bound, form 
an optionally substihited 5- to 12-?^^bered nitrogen-containing heterocycle, which 
optionally incorporates fix>m one tx> two additional heteroatoms, selected from N, O, 
and S in the heterocycle ring; 

or R5 taken together with Rj foffn aii Optionally substitiited 5- to 12-membered 
nitix>gen-containing heterocycle. which optionally incorporates from one to two 
additional heteroatoms, selected from N, O, and S in tiie heterocycle ring; 

Re is chosen from hydrogen, optionaUy substihited alkyl, optionally substihited 
aryl, optionally substituted aralkyl, optionally substitiited heteroaiyl, optionally 
substituted heteroaralkyl, R7O- and Rg-NH-; 

R<a is chosen from optionaUy substitiited alkyl, optionally substihited aiyl. 
optionally substihited alkylaryl^ optionally substitiited heteroaryl, optionally 
substituted alkylheteroaiyl, and- "'ks-NH 

R7 is chosen from optionally substituted alkyl, optionally substihited aryl, 
optionally substitiited aralkyl, optionaUy, sujjstitiited heteroaiyl, and optionally 
substituted heteroaralkyl; and 

Rs is chosen from hydrogen, optionaUy substitiited alkyl, optionaUy substitiited 
aryl, optionally substitiited arall^rl, optionaUy substitiited heteroaiyl, and optionally 
substituted heteroaralkyl; 

a pharmaceuticaUy acceptable salt of a compound of Fonnula I; 

a pharmaceuticaUy acceptable solvate of a compound of Formula I; or 

a pharmaceuticaUy acceptable solvate of a pharmaceuticaUy acceptable salt of 
aconq)ound of Formula L 

, • 1". ,.• ' I . • . • ■•• 

2. A compound of claim 1 comprising one or more of tiie foUowing: 

one of T and T' is a covalent bond and the other is a covalent bond or optionaUy 
substituted lower alkylene; 

R, is optionaUy substitiited lower alkyl, optionaUy substitiited aiyl, or optionaUy 
substituted aralkyl; 
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R2 is optionally substituted C1-C4 alkyl; 

R2' is hydrogen or optionally substituted C1-C4 alkyl; 

R3 is -C(0)R6; ... 

R4 and R4« are independently chosen &om hydrogen and optionally substituted 
lower alkyl; 

is chosen from optionally substituted Ci-Cg alkyl, optionally substituted 
aryl-Ci-C4-alkyl-, optionaUy. substituted heteroaryl-Ci-C4--alkyl-, optionally substituted 
heteroaryl, optionally substituted aryl, R7O- and Rg-NH-; 

R7 is optionally substituted Ci-Cg alkyl or optionally substituted aryl; 

Rs is chosen from hydrogen, optionally substituted Ci-Cg alkyl and optionally 
substituted aryl; 

R5 is chosen from hydrogen; C1-C4 alkyl; cyclohexyl; phenyl substituted with 
hydroxyl, C1-C4 alkoxy or C1-C4 alkyl; benzyl; and Ri6-alkylene-; and 

R16 is hydroxyl, carboxy, (C1-C4 alkoxy)carbonyl-, di(Ci-C4 alkyl)amino-, 
(C1-C4 alkyl)amino-, amino, (C1-C4 alkoxy)carbonylamino-, C1-C4 alkoxy-, or 
optionally substituted N-heterocyclyl-. 

3. A compound of claim 2 comprising one or more of the following: 
T and T' are each a covalent bond; 

Ri is ethyl, propyl, methoxyethyl, naphthyl, phenyl, bromophenyl, chlorophenyl, 
methoxyphenyl, ethoxyphenyl, tolyl; dimethylphenyl, chorofluorophenyl, 
methylchlorophenyl, ethylphenyl, phenethyl, benzyl, chlorobenzyl, methylbenzyl, 
melhoxybenzyl, cyanoben?yl, hydroxybenzyl, dichlorobenzyl, dimethoxybenzyl, 
naphthylmethyl, or (ethoxycarbonyl)e1hyl; 

Ra* is hydrogen; 

at least one of R4 and R4» is hydrogen; 

Re is optionally substituted Ci-Cg alkyl, optionally substituted aryI-Ci-C4-alkyl-, 
optionally substituted heteroaryl-Ci-C4-alkyl-, optionally substituted heteroaryl, or 
optionally substituted aryl; 

R5 is Ri6-alkylene-; and 
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Ri6 is amino, C1-C4 alkylamino-, di(Ci-C4 alkyl)aimno-, Ci-C4 alkoxy-, 
hydroxyl, or N-heterocyclyl. 

4. A compound of claim 3 coriiprising one or more of the following: 

Ri is chosen from ethyl, propyl,. methoxyethyl, naphthyl, phenethyl, ben2yl, 
chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, hydroxybenzyl, 
dichloroben2yl, dimethoxybenzyl, napkhylmethyl, and (ethoxycarbonyl)ethyl; 

R2 is chosen from niethyl, ethyl, propyl, butyl, methylthioethyl, methylthiomethyl, 
aminobutyl, (CBZ)aminobutyl, cyclohexylmethyl,ben2yloxymethyl, methylsulfinylethyl, 
methylsnlfinyknethyl, and hydroxymethyl; 

R4 and R4» are hydrogen; 

Re is optionally substituted phenyl; and 

R16 is amino. • • 

5. A compound of claim 4 comprising one or more of the following: 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; , • 

R2 is ethyl or propyl; 

Re is tolyl, halophenyl, methylhalophenyl, hydroxymethyl-phenyl, 
halo(trifluoromethyl)phenyl-, methylenedioxyphenyl, formylphenyl or cyanophenyl; 
and 

R5 is aminoethyl, aminopropyl, andnobutyl, aminopentyl, aminohexyl, 
methylaminoethyl, methylaminopropyl, methylaminobutyl, methylaminopentyl, 
methylaminohexyl, dimethylaminoethyl, dimefliylaminopropyl, dimethylaminobutyl, 
dimethylaminopentyl, dimethylaminbhexyl, ethylaminoethyl, ethylaminopropyl, 
ethylaminobutyl, ethylaminopentyl, ethylaminohexyl, diethylaminoethyl, 
diethylaminopropyl, diethylaminobutyyl, diethylaminopentyl, or diethylaminohexyl. 

6- A compoimd of claiin 5 comprising one or more of the following: 
Ri is benzyl; and 
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R2 is i-propyl. 

7. A compound of claim 1 comprising one or more of the following: 

one of T and T' is a covalent bond and the other is a covalent bond or optionally 
substituted lower alkylene; 

Ri is optionally substituted lower alkyl, optionally substituted aryl, or optionally 
substituted aralkyl; 

R2 is optionally substituted C1-C4 alkyl; 

R2> is hydrogen or optionally.substituted C1-C4 alkyl; 

R3is-C(0)R6; 

R4 and R4' together with the carbon-to which they are attached form an optionally 
substituted alkylidene; and 

Re is chosen ftom pptionally substituted Ci-Cg alkyl, optionally substituted 
aryl-Ci-C4-allq^l-, optionally substituted heteroaryl-Ci-C4-alkyK optionally substituted 
heteroaiyl, optionally substituted aryl, R7O- and Rg-NH-; and 

R7 is optionally substituted Ci-Cg alkyl or optionally substituted aryl; 

Rs is chosen from hydrogen, optionally substituted Ci-Cg alkyl and optionally 
substituted aryl. .^j. 

J ..... 

8. A compound of claim 7 comprising one or more of the following: 
T and T' are each a covalent bond;' "^ - ^ 

Ri is ethyl, propyl, methoxyethyl; nsqphthyl, phenyl, bromophenyl, chlorophenyl, 
methoxyphenyl, ethoxyphenyl, tolyl, dimethylphenyl, chorofluorophenyl, 
methylchlorophenyl, ethylpfienyl, phenethyl, benzyl, chlorobenzyl, methylbenzyl, 
methoxybenzyl, cyanobenzyl, hydroxybenzyl, dichlorobenzyl, dimethoxybenzyl, 
naphthylmethyl, or (ethoxycarbonyl)ethyl; 

Ra- is hydrogen; 

R4 and R4' form an isopropylidene or an ethylidene group; and 
Re is optionally substituted Ci-Cg alkyl, optionally substituted aryl-Ci-C4-all£yl-, 
optionally substituted heteroaiyl-Ci-G4-alkyl-,. optionally substituted heteroaiyl, or 
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optionally substituted aryl. 

9. A compound of claim 8 comprising one or more of the following: 

Ri is chosen from ethyl- propyl, methoxyethyl, naphthyl, phenethyl, benzyl, 
chlorobenzyl, methylbenzyl, . metho^^j^enzyl, cyanobenzyl, hydroxybenzyl, 
dichlorobenzyl, dimethoxybenzyl, naphthylmethyl, and (ethoxycarbonyl)ethyl; 

R2 is chosen from methyl, ethyl, propyl, butyl, methylthioethyl, methylthiomethyl, 
aminobutyl, (CBZ)aminobutyl, cyclohexylmethyl, benzyloxymethyl, methylsulfinylethyl, 
methylsulfinyhnethyl, and hydroxymethyl; and 

Re is optionally substituted phenyl. 

10. A compound of claim 9 comprising one or more of the following: 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2 IS ethyl or propyl; and ' 

Re is tolyl, halopheriyl, methyliialopheiiyl, hydroxymethyl-phenyl, 
halo(trifluoromethyl)phenyl-, methylenedidx^henyl, fonnylphenyl or cyanophenyl. 

11. A compound of claim 10 comprising one or more of the following: 
Ri is benzyl; and 

R2 is i-propyl. 

12. A compound of claim 1 comprising one or more of the following: 

one of T and T' is a covalent bond and the other is a covalent bond or optionaUy 
substituted lower alkylene; ■ - 

Ri is optionaUy substituted lower aljcyl, optionally substituted aryl, or optionally 
substituted aralkyl; 

R2 is optionally substituted C1-C4 alkyl; 

R2' is hydrogen or optionally substituted C1-C4 aSsyl; 

R3 taken together with R5, and the nitrogen to which they are bound, form an 

86 



wo 2004/091547 



PCT/US2004/009274 



optionaUy substituted 5- to 12-membered nitrogen-containing heterocycle, which 
optionally incorporates from one to two additional heteroatoms, selected from N, O, and 
S in the heterocycle ring; and ; / / * . 

R4 and R4. are independently selecled.from hydrogen and optionally substituted 
lower alkyl, 

13, A compound of clai^ 12 comprising one or more of the following: 
T and T' are each a covalent bond; 

R, is ethyl, propyl, methoxyethyl, naphthyl, phenji, bromophenyl, chlorophenyl, 
methoxyphenyl, ethoxyphenyl, tolyl. dimethylphenyl, chorofluorophenyl, 
methylchlorophenyl, ethylphenyl, phenethyl, benzjd, chloiobenzyl, methylbenzyl, 
methoxybenzyl, cyanobenzyl,".. hydroxybenzyl. dichlorobenzyl, dimethoxybenzyl. 
naphthyhnethyl, or (ethoxycarbonyl)ethyl; 

R2' is hydrogen; 

at least one of R* and R4. is hydrogen; and 

R3 taken together with R5 and the nitrogen to which they are bound, forms an 
optionally substituted imidazolyl ring. 

••".Jit" 

14. A compound of claim 12 comprising one or more of the following: 
T and T' are each a covalent bond; 

Ri is ethyl, propyl, methoxyethyl, naphthyl, phenyl, bromophenyl, chlorophenyl, 
methoxyphenyl, ethox3a>henyl,. tolyl, dimethylphenyl, chorofluorophenyl, 
methylchlorophenyl, ethylphenyl,. phenethyl, benzyl, chlorobenzyl, methylbenzyl, 
methoxybenzyl, cyanobenzyl, , hydroxybenzyl, dichlorobenzyl, dimethoxybenzyl, 
naphthyhnethyl, or (ethoxycarbonyl)ethyl; . ;. . 

R2' is hydrogen; 

at least one of R, and R4. is hydrogen; and 

R3 taken together with R5 and the nitrogen to which they are bound, forms an 
optionally substituted imidazolinyl ring. 
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15. A compound of claim 12 comprising one or more of the following: 
T and T' are each a covalent bond; 

Ri is ethyl, propyl, methoxyethyl. nq)hthyl, phenyl, bromophenyl, chlorophenyl, 
methoxyphenyl, ethoxyphenyl. tolyl. dimefhjdphenyl, chorofluorophenyl,' 
taethylchlorophenyl, ethsdphenyl, phenethyl, benzyl, chlorobenzyl, methylbenzyl, 
methoxybenzyl, cyanobenzyl, -hydroxybenzyl, dichlorobenzyl, dimethoxybenzyl.' 
n^hthylmefliyl, or (ethoxycarbonyl)ethyl; 

Ra- is hydrogen; . • •• • . > <. 

at least one of Rj and R,.. is hydrogen; and 

R3 taken together with R5 and the nitrogen to which they are bound, fonns an 
optionally substituted diazepinone rin^. 

■'h 

16. A compound of claim 12 comprising one or more of the following: 
T and T' are each a covalent bond; 

R, is ethyl, propyl, methoxyethyl, naphthyl, phenyl, bromophenyl, chlorophenyl, 
methoxyphenyl, ethoxyphenyl, tolyl, dimethylphenyl, chorofluorophenyl, 
methylchlorophenyl, ethylphenyl, phenethyl, benzyl, chlorobenzyl, methylbenzyl. 
methoxybenzyl, cyanobenzyl, hydroxybenzyl, dichlorobenzyl, dimethoxybenzyl, 
naphthyhnethyl, or (ethoxycarbonyl)ethyi; 

Rr is hydrogen; ' ' ' " - • ' 

at least one of R4 and R4. is hydiogen; and 

R3 taken together witii R5 and the nitrogen to which they are bound, fonns an 
optionally substituted piperazine- or diazepam ring. 

17. A compound of any of claims 12to 16 comprising one or more of the following: 
Ri is chosen from ethyl, propyl, methoxyethyl, naphthyl, phenethyl, benzyl. 

chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl. hydroxybenzyl.' 

dichlorobenzyl, dimethoxybenzyl, naphthyhnethyl, and (ethoxycarbonyl)ethyl; 

R2 is chosen frommethyl, ethyl.propyl, butyl, methylthioethyl. methylthiomethyl. 

aminobutyl, (CBZ)aminobutyl. Q«;lolie,cyhnethyl, benzyloxymethyl. methylsulfinylethyl,' 
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methylsulfinylmethyl, and hydroxytnethyl; and 
R4 and R4» are hydrogen. 

% I- 1,'*'-'- 

18. A compound of claim 17 compnsing .one or more of flie following: 

Ri is benzyl, chlorobenzyl, meliiylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxyben^l; and ? 
R2 is ethyl or propyl^ 

19. A compound of claim 1 8 comprising one or more of the following: 
Ri is benzyl; and 

R2 is i-propyl. 



20 



A compound of claim 1 conaprising one or more of the following: 
one of T and T' is a covalent bond and the other is a covalent bond or optionaUv 
substituted lower alkylene; 

Ri is optionally substituted low'fir aliqiri, optionally substituted aiyl, or optionally 
substituted aralkyl; 

R2 is optionally substituted C1-C4 alkyl; 

R2' is hydrogen or optionally substituted C1-C4 alkyl; 

R4 and Rj. together with the carbon to which they are attached foim an optionally 
substituted alkylidene; and 

R3 taken together withR5.vand the nitrogen to which they are bound, fonn an 
optionally substituted 5-. to 12-membered nitrogen-containing heterocycle, which 
optionally incorporates from one io twci additidnal heteroatoms, selected fromN, O, and 
S in the heterocycle ring. 



..<i> ■.:■<•■. 



21. A compound of claim 20 comprising one or more of the following: 
T and T' are each a bovalent bond; 

Ri is ethyl, propyl, methoxyethyl, naphthyl, phenyl, bromophenyl, chlorophenyl, 
methoxyphenyl, ethoxyphenyl, tolyl, dimethylphenyl, chorofluorophenyl. 
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methylchlorophenyl. ethylphenyl, pienethyl, benzyl, chlorobenzyl. methylbenzyl, 
methoxybenzyl, cyanoben^l, hydioxybenzyl, dichlon,benzyl, dimethoxybenzyl] 
n^hthylmethyl, or (ethoxycarb.onyl)ethyl; 
R2' is hydrogen; 

R4 and R4' form an isopropyUdene or an ethyUdene group. 

22. A compound of claim 1 wherein 

T and T' are each a covalehf bond; . : 

Ri is benzyl, cMorobenzyl,^.mefliylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2' is hydrogen; . 

R2 is optionally substituted C1-C4 alkyl; 
R3is-C(0)Rfi; 

R<s is optionally substituted phenyl; 

R4 and R4. are independently chosen from hydrogen and optionaUy substituted 
lower alkyl; 

R5 is Ri6-alkylene-; and 

R16 is amino, C1-C4 aUo^lamino-, di(Ci.C4 .aIkyl)amino-, C1-C4 alkoxy-. 
hydroxyl, or N-heterocyclyl. ' 

23. A compound of claim 1 wherein ' ' 
T and T' are each a covalent bbiad; 

R, is benzyl, chlorobenzyl, me&ylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2' is hydrogen; 

R2 is optionally substituted C1-C4 allsyl; 
R3is-C(0)R6; 

Rfi is optionally substituted phenyl; 

R4 and R4. together with the carbon .to which they are attached form an 
optionally substituted alkyhdene; 
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R5 is Ri6-alkylene-; and 

R16 is amino, C1-C4 alkylamino-, di(CrC4 alkyl)amiao-, C1-C4 alkoxy-, 
hydroxyl, or N-heterocyclyl. V • ' • ^ 1 . : • . 

24. A compound of claim 1 wherein . 
T and T' are each a covalent bond; 

Ri is benzyl, chloroUenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxj^^enzyl; 

R2' is hydrogen; 

R2 is optionally substituted C1-C4 alkyl; 

R3 taken together with R5, and the nitrogen to which they are bound, form an 
optionally substituted 5- to 12-membered nitrogen-containing heterocycle; and 

R4 and R4» are independently chosen from hydrogen and optionally substituted 
lower alkyL 

25. A compound of claim 1 whereih 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2» is hydrogen; 

R2 is optionally substituted C1-C4 alkyl; 

R3 taken together with R5, and the nitrogen to which they are bound, fomi an 
optionally substituted 5- to 12-membered nitrogen-contaiiiing heterocycle; and 

R4 and R4* together with the carbon to which they are attached form an 
optionally substituted alkylidene. 

26. A compound of claim 1 wherein 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 
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R2' is hydrogen; 

R2 is optionally subsitituted C1-C4 aliyl; 

R3 taken together with R5, and the nitrogen to which they are bound, form an 
optionally substituted imidazole ring; and 

R4 and R4. are independedtly chosen from hydrogen and optionally substituted 
lower alkyl. 

27. A compound of claim 1 wherein . , ; 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2' is hydrogen; 

R2 is optionally substituted C1-C4 alkyl; 

R3 taken together wifli R5, and the nitrogen to which they are bound, form an 
optionally substituted imidazole ring; and 

R4 and R4' together with the carbon to which they are attached form an 
optionally substituted alkyUdene. 

i\>- .'< . 
^' •• ' , ,]i . . . . ' 

28. A compoimd of claim 1 wherein 
T and T* are each a cbv^ent bond; 

Ri is benzyl, chlorobenzyl, methylbeaizyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2' is hydrogen; 

R2 is optionally substituted C1-C4 alkyl; 

R3 taken together with R5, and the nitrogen to which they are bound, form an 
optionally substituted imidazoline ring; and 

R4 and R^. are independently chosen from hydrogen and optionally substituted 
lower alkyl. 

29. A compound of claim 1 wh^in 
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T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2«is hydrogen; 

R2 is optionally substituted CitC!4 alkyl; 

R3 taken together with R5, and the nitrogen to which they are bound, form an 
optionally substituted imidazoline ring; and 

R4 and R4' together with the carbon to which they are attached form an 
optionally substituted alkyUdene. 

30. A compoimd of claim 1. wherein 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl; methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxj^^enzyl; 

R2* is hydrogen; 

R2 is optionally substituted C1-C4 alkyl; 

i 

R3 taken together with R5, and the nitrogen to which they are bound, form an 
optionally substituted diazepinone ring; and 

R4 and R4' are mdependently chosen from hydrogen and optionally substituted 
lower alkyl. 

31. A compound of claim 1 wherein . 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, mettiylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2' is hydrogen; 

R2 is optionally substituted C1-C4 alkyl; 

R3 taken together wilii R5, and the nitrogen to which they are bound, form an 
optionally substituted diazepinone ring; and 

R4 and R4' together with the carbon to which they are attached fomi an 
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optionally substituted alkylidene. 

32. A compoiind of claim 1 wherein 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

R2' is hydrogen; 

R2 is optionally substituted C1-C4 aliyl; 

R3 taken together with R5, and the nitrogen to which they are bound, form an 
optionally substituted piperazine or diazepam ring; and 

R4 and R4. are independently chosen from hydrogen and optionally substituted 
lower alkyl. 

33. A compound of claim 1 wherein 
T and T' are each a covalent bond; 

Ri is benzyl, chlorobenzyl, methylbenzyl, methoxybenzyl, cyanobenzyl, or 
hydroxybenzyl; 

Ra- is hydrogen; 

R2 IS optionally substituted Ci-C4 alkyl; 

R3 taken together with R5, aiid the nitrogen to which they are bound, form an 
optionally substituted piperazine or diazepam ring; and 

R4 and R4' together with the carbon to which they are attached form an 
optionally substituted alkylidene. 

34. A compoxmd of claim 1 that is 

N-(3-amino-propyl)-N-[l-(4.benzyl.5-oxo-5,6-dihydio-4H-[l,2,4]oxadiazin-3- 
yl)-2-methyl-propyl]-4-methyl-benzanude; 

N-(3-amino-propyl).N-[l-(4-benzyl-6-isopropyUdene-5-oxo-5,6-dihydro-4H- 
[l,2,4]oxadiazin-3-yl)-2-methylipropyi]-4,methyl-ben2amide;or 

N-(3-Amino-propyl)-N-[l-(4-benzyl-6-ethyKdene-5-oxo-5,6-dihydro-4H- 
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[ 1 ,2,4]oxadiazm-3-yl)-2-methyl-propyl]-4-methyl-beaQzainide, 

or a phaimaceuticaUy acceptable salt thereof, a phaimaceuticaUy acceptable 
solvate thereof or a phannacedtic^y "acceptable solvate of a phannaceuticaUy 
acceptable salt thereof. 

35. A compound of any of the above claims wherein the stereogenic center to 
which R2 and Rr is attached is of the R configuration. 

36. A composition comprising a pharmaceutical excipient and a compound, salt, or 
solvate thereof of any one of claims 1-34. 

> . ' » .« . 

37. A composition accordingto claim 36, wherem said composition further comprises 
a chemothenq)eutic agent other jthaii a compound of Formula I or a pharmaceutical salt or 
solvate thereof 



38. A composition according to claim 37 wherein said chemotherapeutic agent is a 

taxane, a vinca alkaloid, or a topoisomerase I inhibitor 

• i.- 

39. A method of modulating KSP kinesin activity which comprises contacting said 
kinesin with an effective amount of a compound according to any one of claims 1 to 
34, or a phannaceuticaUy acceptable salt or solvate thereof 



40. A method of inhibiting KSP which comprises contacting said kinesin with an 
effective amount of a compound-according^ lb any one of claims 1 to 34, or a 
phannaceuticaUy acceptable salt or solvate thereof 

41 . A method for the treatment of a ceUular proUferative disease comprising 
administering to a patient in!need thereof a compound according to any one of claims 
1-34, or a phannaceuticaUy acceptable salt or solvate thereof 
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42. A method for the freatifieat of a ceUular proliferative disease compiising 
administering to a patient in need thereof a conqjosition according to any one of 
claims 36-38. 

43. A method according to claim 41 or claim 42 wherein said disease is selected 
fiom cancer, hyperplasias, restoiosis, cardiac hypertrophy, immune disorders, and 
inflammation. 

44. The use, in the manufacture of; a ffli<^cament for treating ceUular proliferative 
disease, of a compound according to any one of claims 1-34, or a phaimaceutically 
acceptable salt or solvate hereof I. ' 

45. The use of a compound as defined in claim 44 for the manufacture of a 
medicament for treating a disorder associated with KSP Mnesin activity. 
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